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im^m 2 1 

R^ 5&« 
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\ I /p I q 

R5 
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;U 3 ^ -> - * ;V ;K :::: ;i/ S: ^ L ^ 
p {iOX{± 1 ^r^L^ 

QfiC2 - 6 7;V">--;v^ C2 - 6 T;^^^;^^ ^t-a-l^J: «3 C i - 4 T;V34rv. C 

1 _ 4 T;^^;^■^^ /Nny>, ->Ty^ C i - 4 T;^^;^^ C 2 - 4 t;V'}^^;1'. ^ h n 

i'liw^T-nj!i^Sr^<;^j.o^i^tcj: Jj/Nn-c 1 - 2 t;v^;w> C 1 - 4 r^i^n^i^- 

r2 **7K.*> Ci - 6 T;^^;^^ C2 - e T;^'5---'^^ vTyy^;i/. C 

1 _ 4 T;i'=i^i'-*;V5}^— ^I'-C 1 - 4 T^v-^^Wx ^vv;^:^^ v:^;V'-K^;v^ Ci - 

tr 

it 

[iti] 



R^ {i7X^X{±p{ ■^;v=S:^Ls 

r5 {iTK^Xti^ -^^vSt^L. 
p iiOXti 1 ir^L. 

QfiC2 - 4 t;1'^-;v> C2 - 4 t;1'^-;v, Jir-^l-J: ") > h^->> 

^n;i^, 7*nA. 3-h\ vT^. y^;v> -hn, hV7;i'^n>{ 

S(itt^iJ;-5& < i: 1 oo^tc J: !9g|^$tLTv^-C^) j:v^7a^^;p^ 7 'J ;Vs 

tf9-;v. X h^ii K^•^:^-ll•9-;^^ tf-^yv^^;i/^ 1- {t e r t V ^->-fj 

-4 -li'^U v^^;i^> tfny >>'— h^t Kn-7';;V. 1, 1 -P:^^V-'r V 
7 KD-?-;^ k:v^;v^ 4 - 7 j:.^;V>'iJ' n^^v;V^ ^^tJ^^;^^ 7" h 9 -^^-^^ 

r2 :*«7lc*x Ci - 4 T;^^;^^ C2 - 4 r^v-^-^v. ^>>f;v, '>Tyy>^;v. C 
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1 ] 6 -3 2 1 9 0 3 -f-^^ 

[#ilP:fcm2 ] 1 0- 1 0 1 6 4 8-^^^ 



[0 0 0 4] 

CF3 o w 



10 0 0 5] 
[0 0 0 6] 



R* R5 

[0 0 0 7] 

R^ {i7jc*X{iT;v^;v=Sr^L^ 
p {± 0X{± 1 =Sr^L> 

r2 tiTK^^ t;v^;v. t^v-J^-^i^x T7;v^;v^ v'T/ t;v3^v':*;1"-K 



[0 0 0 3] 
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m{±OX(i 1 ^^-to 
[0 0 0 8] 

^^mo^ (I) Tfe<7)MSa) > b) . c) . d) Xtie) (^v^-ftt^^ 

J: t)#^C.i:7!i^T-^;5)o 5^ (I) lC:fev^TR2 TS^^X^^^L-e-LTmT&sO ^/Tci" 

-fb-a-^ti, ^;^a) , b) Xf±c) tci Jj-g-^i-^C ^:>5*T»#s ^ (I) (risv^r 

[0 0 0 9] 

['fbs] 
CF3 o 

N = C=W (II) 



[0 0 10] 

^4". w{±#rfei:iwi«-e^>-2., 

-OH (III) 

MMbJ_:W=0. R2 =7K«, m=0<7)±^^ 

[0 0 1 U 
['fb4] 

O 

II 

CI - C - OR^ (IV) 
[0 0 12] 

MMcJ_:W=0. R2 =7K*> m=0<7>i^^ 

[0 0 13] 
['fbS] 

o 
II 

HgN - C - ORI (V) 
[0 0 14] 

[0 0 15] 
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CF3 o w 
[j-'^^^^N (la) 

[0 0 16] 

R2 ♦ -H a 1 (VI) 

MMel_: m= 1 OJ^-^ 
[0 0 17] 

mi] 

CF3 o w 

N'^ORi (le) 
R2 

[0 0 18] 

•eft ;g tL^it'k^ ^ m^ft-t ^ yf^o 

[0 0 19] 
[0 0 2 0] 

■^^^mKXiUf. ^ (I) <^'fb'^«feti> 3t<'<ic:i:tc. frf20#^:ft:K 1 ;!5.0*'2 t^lB 
m<7)^ (I) 0>fb'^%tc|Hmi-S<b-^J^i:Jt«^L-C;Ei6T^®Lfv:^*i^ffi=lr^i-o 
[0 0 2 1] 

[0 0 2 2] 

rr;!^^;!/] -^x-tdf^ n-^>U<(ii so--7°ntf;V, n-. i 

so-s s e c -"J) L < (i t e r t --/"f^;!^. n-^>"^;i'> n— ^^v'JV^ n-^:/'f- 

[0 0 2 3] 
[0 0 2 4] 

[TJU^^ji'} {±> '^x.{^> 7'J;v^ i--/n^-;v, .f vyD^:^;v. 2- 

4:^L. fSFt L< (4C2 - 4 T )l^'^^)^t:miro 
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[0 0 2 5] 

[0 0 2 61 
[0 0 2 7] 

Ft v;i'^;i/J {±> -Pflx-ti", « ^;^^>":/;^^ 2 « 

, a-'>V^;i/^>v'JV^=S:^L^ iff t < {±^>>^^^^r^'t-o 
[0 0 2 8] 

i-o 

[0 0 2 91 
[0 0 3 01 

t iwi^o ^ CO ^^j^-r ^ ^ 1 5&^-e i ^ o 

[0 0 3 1] 

[0 0 3 2] 

^^m(0^ (I) <7)<b^tJi::*5V^-c. 

[0 0 3 3] 

[^bsl 

— f-C-f- (-CH^ Q 

[0 0 3 4] 

R* Ci - 4 T;v4r;v. .'Nn-Ci - 4 T;^^;^^ 7jii^;vXt4Ci - 4 r 

;v n v - :^ ^Sttf 

R^ {iTfc^XtiCi - 4 t;v^;w^^L. 
ptiOXtil ^^L, 
q(40X{4 1 ^r^L^ -eLT 

QttCa - 6 T;V'Jr~;K C2 - 6 i^^tc i 15 c 1 - 4 r^wa^ v. c 
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1 - 4 T)i^^)V^t. y . C 1 - 4 7)V^)U^ C 2 - 4 T;i"^— — h 

^) im<7)^r-u}^.^i:'^^M.^f§^iiZX i)/^u-Ci - 2 T;i'^;i'. Ci - 4 t;W3^v 

Ci - 6 t;1'^;w, C2 - e T;i''5r^;i', ->t y ^ -f-^i^^ C 

1 _ 4 T;i/=r^>'->?7;v;K^;i'-C 1 - 4 t;1'^;v. v;w:^^ Ci - 
4 t;i/*;w:^7;i/jK~;1'^ Ci - 4 t;W3^v-Ci - 2 T;v^;i^X{±"7 Jt— ;v=Sr^L> 
LT 

[0 0 3 5] 
ff>X-ii^ 3* (I) 0'fb^!^twi3V>-C> 

{± 

[0 0 3 6] 



J 0 0 3 7 1 

R^ {i7X^X{4;^f-;i'=£r^L. 

p {±03i{± 1 i^L. 

q{4 0 5L{41 ^^L> -etT 

Qt±C 2 - 4 T;v>>-^;i^^ C 2 - 4 t;v^-;v, JH-^tiJ: ^ h ^v. ^ ^;l/•f■::^^ 

rnA, 3-K> vT/, -hn, hV7;^^n^ 

ev-;!^. -f h vfc KD^:t-tf9-;i^. If^i; '>'j:^;l/, 1- (t e r t h^v:*;^?^ 
-4-tf^Vi^:^;i', lfnu$;^;i/-r h7t Kn7«J;i^, 1, l-y:t^v-xh 

R^ )&^7X*. Ci - 4 t;v^;i/^ C2 - 4 r^u-Jr-;!^, vT^^•f-;^^ C 

[0 0 3 81 

:^§tm<0^ (I) (^Xb-^i^^-SgjItl-^STtsix^J^ifta) ii. mmtVX^ -Rlxt^. 4-h 




tbSE# 2004-3062983 



mm 2004-181700 



6/ 



[0 0 3 9] 
[<tl 0] 



N=C=0 




CH,OH 




O-CK 




[0 0 4 0] 

[0 0 4 1] 
l^bl 1] 

CF3 O n 



CF3 O O 



- HCl 




[0 0 4 2] 

^^m<r>^ (I) (D^t-k^^MMi-^itiixT^mmc) {±. l^^iiLT. m^it. 4-h 
[0 0 4 3] 
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Utl 2] 

CF3 O o 
CI + H^N^^ 




0-CH,-/ A 




CF3 o o 



- HCI 




[0 0 4 4] 

N- (4 - h 'j 7;u:t o 3 - try v;^:;^ ;v) h ji^Ji^ 

[0 0 4 5] 
I'fbl 3] 



CF3 o o 




[0 0 4 61 

L T m - n n ii^Jt#m ffl J^^. TfBMlS^-e^i- C t t&^T' § o 
[0 0 4 71 



2004-3062983 



#M 2004-1 8 1700 



^-v: 8/ 



I-fb 1 4 1 




CF3 o 



o 



N 
H 



O-CH. 




N 




CF3 O 



O 



[O] 



O — CHj 




N 



O 



[0 0 4 8] 



^ma) Kis\f:h^ (II) <7)>fl:^%(±, iMlx.if. J. Med. Chem. , 1630 
M(1991#), J. Chem. Soc, 153H(1958^) lCiBm(^:^^tCt^ 



t/i. ^ (I I I) <D^t^S^iimmt^(^^^X-X <^hilXfzT)Va-)Vmx-;^i) . ft 

— 4 — tf— iv^^ v;i'T;v::3 — 4 — ;'<^;i''^:4--^^^-:^;V'T;i/:i — 2— 
nn^> v;vt;V3 — 3 - iS' n n-^^' v;i'T;V'3 — 4 — o v?;i/7;i/rr — 

2 - If; v;W;^"^;i'T;i'3-;v^ 3 - tfV v';V^-^;VT;i'3-;v, 4 - t?U v^;V>?« •f- 
;i/T;i/3— ;^^ 3 — ->T>'^>'i'';vT;V3 — 4 — ->«'^jv^>'-:^;vt;1'3— 2, 4 

- v?^ n n-^>' v;l'T;V3 — 2, 6 -v^:?' nn^>'>^;VT;i'3 — 2— T/n-t-^^ 
v;wt;v=i — 3 — •T'n-^-^^^ v;vt>'1'=? — ^i^^ 4 — •/n^'^>' v;vT;i'rr — 2 — 
jii ho«-<> v;i/T;i'3 — ;v, 3 — h i/;i/T;V3— -'Wn l-"7ji^;V— 2, 2, 2 

- h >; "7;V:tnai^ v 7 jc— ^ / 2 - h U 7;V:^-np{ •f-;i/^>'v?;VT 

3 - h U 7;V:t ^;v^>'>?;1/T;V3-;V'> 4 - h U '7;^::^ n y •f-;v^>' v? 
;1/T;1'3 — Ji/^ 2 — ■7;i/:i-n--<>'y;i/T;i'3 — ^i'^ 3 — 7;i/:tn'^>'->';i/T;v=' — 4 
-7;V';a-o-^>'v;wT;V3 — 4 — Ma^>'>^;V'T;V3 — a — ^ h ^ v';^? ^i^'i^'— 
;v-/>?>>f;V7;V3-;v^ 3 -3- K^>':^;VT-rt/3-;l/, 5 - b V7;V:^- n ;>< 2 

- tf'J ^^^W^ ^ >''-;i'> 3 -7 ^'>^>>';l/T;V='~>'V. 4 -7 ^ v^^' v^VT 
;V:3 — 2 - ^ •^>'^'^>' v;VT;Vn — 3 ^;v^>' v-'Vt;v=i^;v> 2, 4->*' 
;>{ •f-;i/'^> v;vt;i/3-;1'^ 4 -if7i^'j;v;>« ^y— ;^^ 1 ->^-7^;v->( rS' y-;Vx 2 
-•f7^;v;< ^y 2, 2 -v^>^;i'- 3 -7jc^;i/yn/NV— ;v- 
2, 2, 2 - h U ^'onjc^ y-;v, 2 -7 J^^^;^T;^3-;^^ 2 -7 jc— ;i/-/n7NV 
-^I'x 1 --f >^^;vt;i/3-;v. 2 --f >^^— ;vt;v3-;v> 1- (1, 2, 3, 4- 
X b 9 n K^:^7^;v) T;i'3-;i/> 2-^ (1, 2, 3, 4 --r h 7 t Kn-:^7f-;v) T 

4 — T- h -7 Fn tf •7^;vt;v3— ;V'. 4 — x h 9 Kn^^rt t°7— ;wt;v=t 
4 -if^v V— ;vt;i^3— 2 -fe?n v v^^;vT;vn-;v^ 3-trnv>^~^vT 

— 2 — x h 9 t: Kn ■7;i''7 U ;i/T;i'=f— 4 — 7 x — v'^' n^^e/;i/T;v 



[0 0 4 9] 
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10 0 5 0] 

2- (1, 2, 3, 4 -X h 9 t K^■:^•7^;^) T-'l/n-;!'^ 4 - 7 ^ / ^v'^ > v^;i'T 
10 0 5 1 ] 

1 9 0 3-^<Zr#tziBm$*tSg6^'fb'^!^T-*^o 
10 0 5 2] 

[0 0 5 3] 

S o 

[0 0 5 4] 

^^(oifmxn^ ^ t :A^x # ^ o 

[0 0 5 5] 

Mfed) ic:fett^^ (I a) ^'fb^^ti, mma) . b) (W=0Oi:§) Xti c ) ( 

X$>^o 

[0 0 5 6] 

^ (VI) (ojt^ma. mmit^<r>^mxx<^hfiti^^uy>>itmx^^. ft 

^Dn^^;vj:.-f-;l/j:.— 7^;v, T-fe^;!'^ n 9 ^ ^ >' n n.-}^;i/^ — h ^ j^-f- 
[0 0 5 7] 

lafee) H:felt*^ (I e) <D^t^!^i±. (I) iCiSlt^S in= 0 (TJJ^-^Offc 

^%X^:ho 
[0 0 5 8] 

[0 0 5 9] 

frlB^Sa) C]i.ej3x=- S, oc. . 1091M (1957^) RX/m 

4 4 5 8M (1 9 5 6^) l,zmn<7)yjm^^^-=>X^7d ^ t-^^X^ :ho 
[0 0 6 0] 

mm a) (DK}^^imm^j:^m.M'i:mmxi.m^Lxmm-t^zti)^x^. -e-oi^tc^ 

^ y^rn^^/, h}UJ:^>^ ^-^^^^ -;;^Dn>{^'>^ ^'nn^;vA, 23:^^1: 

^ v^^-9-:^> v^h+vj:.:5^> (DME) . -r h v E K n "7 ^ >' (THF) . e^'^^l/ 
rj-;vvp{^;vji-x;v (DGM) -^x.^'. T-feh^hV;v> 

MF) . v-pt^^VT-fe hT5 K (DMA) > N-^ f^;vtf o U 1, 3-i;^'f-;V'- 
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2 -'T 5 W^) ->V * 'J y b U T 5 K (HMP A) ^S-^tf 

[0 0 6 1 1 

[0 0 6 2] 

^fea) =^*Mi-^ti*)7toT{i. -^flx-ti^ ^(11) <7)>fb#t?l •=e;i'tc^tL. « 
■mm7L\fi\, 2-vrJ'Dnjn^^itt-t?, i^;i/g^v^L^T<oiilR!-=e;i/fi<o^ (I I I) 

[0 0 6 3] 
[0 0 6 4] 

^•^b) 'g^Dx.if. J.Med. Chem. , 2504^(1991^) (r|B«0:fe- 

$a&c) {±. J. Chem. Soc, 451M(1964^) K^m.<r>:fom 

mSd) i±. -^Jx-tf. Heterocycles, 37 3H(198 7^) i^lB^O:^ 

^?*e) {±. -^x-tf. J. Med. Chem. , 2925H (1995 KmilS(.<r>l3 

[0 0 6 5] 

N, N-i^r)i^^)VT=-') >mRV^') pym. mx.i£. hv^^)^r^y. I, 1, 4 

, 4-x h9^^;VJt-^^^'>^T5 > (TMEDA) . N, N- -f-^VT- U N, 

N--^j^-^;wT-'; evv^, 4 -vp< ^;vT5 y t'lj y> (DMAP) . l, 4- 

yr-rifvi^n [2, 2, 2] (DAB CO) . 1, 8 -'>'T-reviJ' n [5. 

4, 0] ^>'T'i{^-7-J^>' (DBU) m^mif^^tii^-^^^o 
[0 0 6 6] 

[0 0 6 71 

LXs 

mms^A. Mx.ff. 

T X^Vtf ■t^'y (Cal losobruchus Chinensis) , n^'V'i^Ai^ 
(Si tophi lus zeamai s) . n^'^Xh'^F^ (Tribol ium 
castaneum) . ^ 7- y (Epilachna vigin 

tioctomaculata). h If-T n A:^*'y 3^ (Agriotes fu 
scicol 1 i s) „ yL:;f'^if%. (Anomala rufocuprea) an^ 
K^T- h tf— (Lept inotarsa deceml ineata) ^ VT'T^ 

ffiiE#2 004-3062983 
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T^-f^CDiabrotica spp.)^ v y / * 5 ^ U (Monocham 

us alternatus)^'1'^-5XV'i?Av(Lissorhoptrus or 
yzophilus)>li7^^^''fA>'(Lyctus bruneus) ; 

if (Lymantr ia di spar) ^ }»-^2^i^ (Malacosoma 
neustria) ^ T-^Ai/ (Pieris rapae) ^ ^^7.^>B Y (S p 
odoptera litura)^^^'^(Mamestra brassicae) 
^ -ij yt ^ ^J.'^ (Chi lo suppressal is) ^ T'V y J ^ if (Pyra 
usta nubilalis)> =ii-^r'7 ^'f:^*(Ephestia cautel 
1 a) s 3 ^'■=e>'/N"r^ (Adoxophyes orana) x a VV>if (Car 
pocapsa pomonella)x:^f7'7-V:^(Agrotis fucosa) 
. /N^5^7:^r(Galleria mellonella)^ 3-^:<r(Plutella 
macul ipennis) >'^U^T--f-:^ (Hel iothis virescen 
s) . 5 * >^^^V^) ^'(Phyllocnistis citrella) ; 

^yv^'ngn/s'^ (Nephotettix cincticeps)> h \^ ^ > iJ 
(Ni laparvata lugens) ^ Jyv=i-tiJ'iifyJ-^~^ (Pseudoco 
ecus comstocki)x'W^->:!!/^:V7Av'(Unaspis yanone 
n s i s) X ^^^r^jr-fjA-y (Myzus persicae)>'; >=fT:^^A v 
(Aphi s pomi) ^ y^T'T'^Av (Aphis gossypi i) x —-fetJ^ 
•i a yy-fy A'y (Rhopalosiphum pseudobrassicas) ^ 
i-y^y./^-i (Stephani t is nashi) ^ TiriJ A'y (Nazara 
spp. ) . (Cimex 1 ectul ar ius) s -^y-yyu-TVy^ 

(Trialeurodes vaporariorum) , ^ (Psyl la 

spp. ) N V V — :73-fvv^ (Bemisia argent i fol i i) 

•f^^/N*^3*^^i; (Blatella germanica). 7 -=6 > =f * :f U (Per 
iplaneta americana)x'>"9(GrylIotalpa afric 
a n a) X ^'(Locusta migratoria migratoriode 

s) ; 

5 -^5 nr-r? '^7-r(Thrips palmi Karny)>5 iJ^^^UT"^ 
^-^^v (Frank:! inieila occidental is) ; 

Y'yUT^) (Ret icul i termes speratus) ^ ^jcvdTV ( 
Coptotermes formosanus) ; 

^i/sjL (Musca domestica) x ^-y^'f i^-^iJ (Aedes aegy 
p t i ) , ^^^^:x. (Hylemia platura)xT*'f (C u 1 e x p 
i p i e n s ) , i3 (Anopheles slnensis)> 3 if 9 T 

ij ^ x.ij {C \x \ e s. tritaeniorhynchus)^ 

[0 0 6 8] 

%^m.t L-c{i, m^\t^ 

H^v/^ji (Gastrophilus spp.), -iJ-v/^J^ (Stomoxys sp 
p. ) ,>'^v^95 (Trichodectes spp. ) x ^"yif:/- (R h o d n i u 
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s spp.)^'f^y'5(Ctenocephalides canis) 
[0 0 6 9] 

10 0 7 0) 

<A.mRirmmf}-V')yv. 75>^> 3'f;i/5&h') . ulv [n-;vK5;^h (co i a 

mist) ^-t-^^:^ h (wa rm mist)] m^mf^^t^^X^:ho 
10 0 7 11 

li^mmmu m^. m.imwyxi±^^MwyximmMmM^m^^xm.^-t:h^ 
inzii-oxm^'r^^t-A^x^^o 

[0 0 7 2] 
[0 0 7 3] 

^uu^y^ym. mt^^\y>m. m^t^^^^m > itra^-fbTR*^ m^i^. 

o 

[0 0 7 4] 

?Mb:^>^#«?^JZ{±*i<${ix nU'^&Xlt:^:^X$>^i><D. y^'^. 
[0 0 7 5] 

^ ]^:9-t!!:^^m^ T;^5:^. -^-^fm^^) ^S-W-S-r iiTS^t'^ 
[0 0 7 6] 

»J(^/v:i6c7)g#:ffi#:i: LT{±. W^o:9'giJ$ tiTtSS (^Jxi^. 

[0 0 7 7] 

o 

[0 0 7 8] 

ffiiE#2 004-3062983 



#M 2004-181700 



-^-v: 13/ 



^ o 

10 0 7 9) 
[0 0 8 0] 

m'^natm-t^^Lhi^x^.. mm^ntLxn. mx-{^> mm^i- m^^t. mtm 

[0 0 8 1 1 

mfB?g14^^^ 0 . 1-9 5fiS:%. Sf*L<{±0. 5~90S 

[0 0 8 2] 

>^^>:7^iJ. ^p?7ifSiJ, ^:RP^^J> P^:^:3§iJ^i:(7)?l>g-^Ji: LT^&i-^c: t ^>-e§^o 
10 0 8 3] 

$?>^c^ :$:^H^co^ (I) (D^'mc^^\t^ m>-tin>^(r>Wi^n}L\^X%^-^-t^Z.hif 
[0 0 8 41 
[0 0 8 5] 

*^^<7)^ ( I ) (r>m'mt'^m<r)\^m±.(om.mt. mk.\t^ o. ooooooi~io 

OmS%^ §ft L< {±0. 0 0 0 0 1 ~ lSfi%<7>|gHl*lt1-^Cli:^«-ei^o 
[0 0 8 6 1 

[0 0 8 7] 

_h<^ T * v n*t-r ^^sfj^^^i^^^L-cijtj^ L3&^^ **t:s. t;»"±^ is it ^ ffitt/i^s 

[0 0 8 8] 

[0 0 8 9] 

^J^^?!ll 
[0 0 9 0] 

['fbisl 



CF3 o o 




aiiE# 2004-3062983 



mm. 2004-181700 



^-v: 14/ 



[0 0 9 1] 

t^"^') ^ r io. i4ini) im.ux'4-h')7)\^tuj<^)i^-^=i'^yr 

? K (0. 2g) <7)l, 2-'Ji7X3UJ^^ ymdWSM^ (10ml) Kl]n^fz^^. 2^m 

(0, 1 1 g) ^m^. mux2mmw.WLfzo i^jETTi§s^®*t> nm^z^v 

;v {/^-yy)y)V:^u;^^)V-Z-\£V''JJ^iJ)^^=-)^) (0. 2 4 

g) =^#/Co 

[0 0 9 21 

1 H-NMR :8. 85 (IH, d). 8. 72 (IH, s)x 7. 94 (IH, br 
s). 7. 56 (IH, d)^ 7. 4-7. 2 (5H, m)> 5. 11 (2H, s) 

[0 0 9 3] 
[<lll 6] 



CF3 o s 




[0 0 9 41 

4 - h >; 7;V;fO^^;l/-^=r^^m ( 1 g) ^^M^ficON, N- T 5 
K<^i£'(t^^U'>vtri^4'tC:t^-if V ;V:}^n7-f K (0. 5ml) ^Srijnx.. 1 0#^^ 

0. 5 g) h 7-7'^;VT>^^'f ^:tVT^--h (1. 8 9 g) ^iJDX-. 3 0^ 

KJI#L/;o h v ^•^;vvV (0. 66ml) =^^J^x.^ ^?a-e 1 ^r^$t#L 

x-m^ L ;^Co m±.yxmm * t . 5SS ^ «; >5r';v * ^ i^ n v h 
^^v^'f (^^"^i' : S^m«3:-f-;v= 5 : 1) tcT^il*il$8LT, h V ^ ^;V'>9-;v> 
;v N- (4 - h V 7;v:t-n^^;i/-3 -tfu - h (0. 

7 7g)^#^Comp. :105-107"C 



[0 0 9 5] 

[<I: 1 7 1 




[0 0 9 6] 

6 0 %7fc*'fb"^ h V A (3 6mg) S:N, N.-i^^ ■f-;V*;i/AT 5 KtflcM^^^tT 
, N- (4 - h U 7;V:tn^ 3 -ev >^;v*;^'-K— -^'-fj^t - h ( 

miE#2 004-3062983 



mm 2004-181700 



: 15/ 



0. 4g) <DB, N-z^^^)V:ii^)VAr ^ VmU't^o < ^ tmx.tio MM.X-3 0^mM 

WLfz^^. id'ffc^^^i' (0. 3 5 g) ^irax.^ ^ia-c-i0#sgis#L7to KB-m^^nm^ 

1) {zx^^mULX. ^>v;U' N-^-f-;i/-N- (4 - h ^^vrtn^-^;!/- 3 - tr 
';v;v*;l'.-}?:^;i') h (0. 3 3 g) =S-#/v:o no^" :l. 5185 



[0 0 9 71 
mi 81 




[0 0 9 81 

m-^noii^ji,#m (0. 2 7 g) N- ( 4 - h V "7;v:^n •^;^- 

3 - tf V (0. 3 g) <DiM.it I' > < ^ t 

iJUK-fzo Mia-ei 2mmmwLfz^k. Kmrn^^imm.-^?}^. mikiM:^xmw-L. ^mm 

/N'^- h (0. 1 8 g) *#/^o mp, :204~205r 
[0 0 9 9] 

^tt'. P h{±"7ai-;^^£-^L. Me t±p<-f-;v4r^L> 
B u t± t e r t -7'-^;i'^^L. F u {±-7 V 
';v;V^^L, N a p {±■:^•7^;^=$:^L. P y z V*'; ;i/=S:^L> Pip{±ti°^'jy 

~;V^r^L. P y r r f±lf n i; v'-^V^^ c - H e x {± v n^^>';V^:^i-o 
[0 10 0] 



E t {±j^'^;v*^L^ t 

T h (±^j:.^;V^^L, 



e r t — 

P y fitf 
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: 16/ 



% 1 ^ 



CF3 o w 




■fb^^f No. 


W 




R' 


m 


mp.'C/nio°/NMR 


1 


0 


H 


CHzPh 


-0 


a 


2 


0 


H 


Ph 


0 


b 


3 


0 


H 


CH(CH3)Ph 


0 


116-118 


4 


0 


H 


C(CH3)2PH 


0 


140-141 


5 


0 


H 


CH2CH2Si(CH3)3 


0 


107-108 


6 


0 


H 


CH2(3-Fu) 


0 


105-106 


7 


0 


H 


CHate-Fu) 


0 


85—87 


8 


0 


H 


CH!!(2-Th) 


0 


116-117 


9 


0 


H 


CEb(3-Th) 


0 


90—92 


10 


0 


H 


Cai2(2-MeO-Ph) 


0 


101-104 


11 


0 


H 


CH2(3-MeO-Ph) 


0 


122- 124 


12 


0 


H 


C!H2(4-MeS-Ph) 


0 


101-103 


13 


0 


H 


CH2(4-MeO-Ph) 


0 


118-119 


14 


0 


H 


CH2(2-Cl-Ph) 


0 


133-135 


15 


0 


H 


CH2(3-Cl-Ph) 


0 


92—97 


16 


0 


H 


CH2(4-Cl-Ph) 


0 


113-114 


17 


0 


H 


CH2(2-Py) 


0 


1.5240 


18 


0 


H 


CH2(3-Py) 


0 


156-157 



[0 1 0 1] 
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m2] 



3^m 2004-181700 



^-i^ : 17/ 





W 


R2 




m 


mpX/n^o^/NMR 


19 


0 


H 


CH2(4-Py) 


0 


91-106 


20 


O 


H 


CH2(3-CN-Ph) 


0 


121-122 


21 


o 


CH2CN 


CH2Ph 


0 


90-93 


22 


o 


CHa 


CH2Ph 


0 


1.5185 


23 


o 


CH2CH3 


CH2Ph 


0 


1.5190 


24 


o 


CH2CH=CH2 


CH2Ph 


0 


1.5185 


25 


o 


CH2Ph 


CH2Ph * 


0 


1.5490 


26 


o 


CH2C02Et 


CH2Ph 


0 


1.5063 


27 


o 


C02CH2Ph 


CH2Ph 


0 


1.5446 


28 


o 


H 


CH2Si(CH3)3 


0 


97-99 


29 


o 


H 


CH2(4-Me-Ph) 


0 


c 


30 


o 


H 


CH2(2,4-diCl-Ph) 


0 


158-160 


31 


o 


H 


CH2(2,6-diCl-Ph) 


0 


154-156 


32 


o 


H 


CH2(2-BrPh) 


0 


d 


33 


o 


H 


CH2(2-N02-Ph) 


0 


e 


34 


o 


H 


CH2(3-N02-Ph) 


0 


121-122 


35 


o 


H 


CH(CF3)Ph 


0 


84—91 


36 


o 


H 


CH(Ph)Ph 


0 


121-122 


37 


o 


H 


CH2(2-CF3-Ph) 


0 


127-130 


38 


o 


H 


CH2(3-CF3-Ph) 


0 


96 


39 


o 


H 


CH2(4-CF3-Ph) 


0 


132-133 


40 


o 


H 


CH2(2-F-Ph) 


0 


97-100 


41 


o 


H 


CH2(3-F-Ph) 


0 


114-115 


42 


o 


H 


CH2(4-F-Ph) 


0 


130-133 
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it-B"^ No. 


W 


R2 




m 


mp.\3/nD /NMR 


43 


o 


H 


CH2(4-N02-Ph) 


0 


f 


44 


o 


H 


CH(C02Me)Ph 


0 


55—61 


45 


0 


H 


CH2(3-1-Ph) 


0 


g 


46 


o 


H 


CH2(2-(5-CF3-Py)) 


0 


h 


47 


o 


COCH3 


CH2Ph 


0 


i 


48 


o 


CEfeOEt 


CH2Ph 


0 


1.5085 


49 


o 


H 


CH2(3-Ph-0-Ph) 


0 


88—91 


50 


o 


H 


CH2(2-Me-Ph) 


0 


129— 130 


51 


o 


H 


CH2(3-Me-Ph) 


0 


113—114 


52 


o 


H 


CH2(2,4-diMe-Ph) 


0 


120—121 


53 


o 


H 


CH2(2,4, 6- triMe-Ph) 


0 


179—180 


54 


o 


H 


CH2(4-Ph-Ph) 


0 


124—125 


55 


o 


H 


CHod-Nap) 


0 


147—148 


56 


o 


H 


CH2(2-Nap) 


0 


115—117 


57 


o 


H 


CH(C(CHa)3)Ph 


0 


165—166 


58 


o 


H 


CH(CCl3)Ph 


0 


J 


59 


o 


H 


CH2CH2Ph 


0 


85—86 


60 


o 


H 


CH2CH(CH3)Ph 


0 


109-111 


61 


o 


H 


CH2(4-tert-Bu-Ph) 


0 


153-155 


62 


o 


H 




0 


144-146 


63 


o 


H 




0 


148-151 


64 


o 


H 


l-(l,2,3,4-x t Kn 
-Nap) 


0 


142-145 
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M-iCJ-iyJ IN 0. 


w 


T?2 
IV 


PI 
it* 


m 


mo X\l ni?/NMR 


bo 


n 


rl 


Vl|i6»i>,fl V n ✓ t_ 1 i-J 

-Nap) 










rl 






1.4801 


O / 


n 


n 




n 


1,4974 


DO 


o 






0 


k 




o 


TT 

XX 


-Fu) 


0 


82—89 


70 
* u 


o 




CHafe" "St- S ^ b: H n 
-Fu) 


0 


1.4909 


71 


o 


H 


CH2(2-'T* h ^ t K D tf 


0 


1.4890 


72 


0 


H 


S-xh^ t KD-Fu 


0 


103-111 


73 


0 


H 


CHad-CS-CFa-Pvd) 


0 


110-113 


74 


0 


H 


CHate'Ph-Ph) 


0 


140—142 


75 


Q 


H 


CHa(3-Pli-Ph) 


0 


82—88 


76 


o 


H 


CH2(4-(3' -MeO-PW-Ph) 


0 


161-163 


77 


0 


H 


CH2(4-(2'-Me-Ph)-Ph) 


0 


119-121 


78 


s 


H 


Ph 


0 




79 


s 


H 


CH2Si(CHa)3 


0 




80 


s 


H 


CH2Ph 


0 




81 


o 


H 


CH2Ph 


1 


204-205 


82 


0 


H 


CH2(3-Br-Ph) 


0 


100-103 
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: 20/ 



m 



iL^^W MO. 


w 


"R2 
Xv* 




m 




83 


U 


Xl 




0 


115-119 


84 


O 


rl 




0 




85 


0 


TT 
Jl 


z Jryrr 


0 




86 


0 


H 


o ryrr 


0 






L/ 


Xx 


CH2(4-Ph-0-Ph) 


0 


1.5549 


88 


ri 
O 


rl 




•0 


105-107 


Oif 




w 


CH2(4- tf ^-/W-Ph) 




91-93 


90 


o 


H 


4Ph-C-Hex 


0 


1 


91 


0 


H 


CH2(4-(2Th-Ph) 


0 


142-143 


92 


0 


H 


CH2(4-(4-Cl-Ph)-Ph) 


0 


165—168 






H 


4-(l-tert-Bu-0C0)Pip 


0 


98-110 


94 


0 


H 


CH2-C2CH 


0 


m 


95 


0 


H 


CH(CH3)-C=CH 


0 


n 


96 


0 


H 


CH(CH3)2-CsCH 


0 


0 


97 


0 


H 


C(CH3)(C2H5)-C = CH 


0 


P 


98 


0 


H 


CH2CSCCH3 


0 


q 


99 


0 


H 


CH2C3CCH2CH3 


0 


r 


100 


0 


CH2-Ph 


CH2CH = CH2 


0 


s 


101 


o 


H 


CH2CH»CH2 


0 


t 



[0 10 51 
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mm 2 0 0 4- 1 8 1 7 0 0 V : 21/ 

[^61 



1 H-NMR 



a 


8.85(lH.d) , 8.72(lH,s) . 7.94(lH.brs) . 7.56(lH,d) , 7.4-7.2(5H,m) . 5.n(2H,s) 


b 


8.87(lH,d) , 8.80(lH.s) . S.SSdH.brs) , 7.59(lH.d) , 7.4-7.2(3H,m) . 7.1-7.0(2H.m) 


c 


8,83(lH.d) , 8.70(lH,s) . 8.25(lH,brs) . 7.55(lH,d) , 7.3-7.2(4H.m) , 5.06(2H,s) , 
2.36(3H,s) 


d 


8.84(lH,d) . 8.74(lH.s) . 7.96(lH.brs) , 7.6-7,5(2H.in) , 7.4-7.2(4H.iii) . 5.2l(2H»s) 


c 


8.87(lH.d) . 8.76(lH.s) » 8.42{lH,brs) , 8.13(lH,d) . *7.7-7.5(4H.m) , 5.57(2H.s) 


f 


B.88(lH.d) . 8.74(lH,s) . 8.23(2H,d) , 8.14(lH.brs) . 7.60(lH,d) . 7.47(2H.d) , 5.23(2H,s) 


g 


8.87(lH.d) . B.73(lH,s) » 8.08(lH.brs) , 7.7-7.5(3H,m) , 7.3- 7.2(1 H;nO » 7,lO(lH,0 . 
5.04(2H.s) 


h 


9.n(lH»br^ . 8.9-8.8(2H,ni) , 8.76(lH,s) , 8.0-7.9(lH.Tn) . 7.58(lH.d) . 7.44(lH,d) , 
5.3l(2H.s> 


i 


8.82(lH,d) , 8.78(lH,s) , r50(lH,d) . 7.4-7.3(3H,m) . 7.2-7.l(2H.m) , 5.16(2H,s) 


j 


9.1l(lH,Brs) , 8.90(lH,d) . 8.75(lH.s) . 7.60(lH.d) . 7,5~7.3(5H.in) » 6.20(lH.s) 


k 


8.87(lH.d) , 8.73(lH,s) , 7.59(lH,d) , 4.9-4.7(lH.ni) , 3.5-2.6(5H.ra) , 2.0-1.8(2H.in) . 
1.7-l.DC2H,ra) 


I 


9.0-8.7(2H.m) , 8.0-7.8(lH,m) , 7.6-7.5(lH.m) . 7.4-7.l(5H.in) . 5.1-4.6(lH.in) , 
2.6~1.4(lOH,m) 


m 


5: 8,89 (IH, d), 8.75 (1H. s), 8,22 (1H, s). 7.61 (1H. d). 4.71 (2H, d). 2.53 (IH. I) 


n 


<5 : 8.89 (1 H. d), 8.76 (1 H.S), 8.09 (IH.s), 7.60(1 H.d), 5.31 (IH, ddd), 2.51 (IH.q). 
1.49 (3H,dd) 


o 


6 : 8.87 (IH. d). 8.74 (IH. s), 7.86 (1H, s). 7.59 (IH. d), 2.55 (1H. s). 1.63 (6H. s) 


P 


6 : 8.87 (IH. d). 8.74 (IH. s), 7.80 (IH, s). 7.59 (IH, t), 2.56 (1H, s). 1.86 (2H. ddd), 
1.62 {3H. 5). 0.99 (3H.t) 




S : 8.89 (IH. dd). 8.74 (IH. s). 8.05 (IH, s), 7.60 (IH, d). 4.66 (2H. q), 1.85 (3H, t) 


r 


6 : 8.88 (IH, d). 8.74 (IH. s), 8.03 (IH. s), 7.60 (1H, d), 4.68 (2H, t). 2.21 (2H. tl), 
1.13 (3H, I) 


s 


6 : 8.88 (1 H. d). 8.74 (1 H. s), 8.19 (1H, s), 7.60 (IH. d), 5.84 (IH, tt), 5.35- 5,26 (2H. m), 
4.59 (2H. dt) 


t 


6 : 8.79 (IH, dd). 8,57 (IH, s). 7.54 (IH. d). 7.43- 7.28 (5H. m), 5.61- 5.50 (IH. m). 
5.17- 5.08 (4H, m). 4.45 (2H. dt) 
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^J3Si5Ltt*^T*T:7'vi.->=^ im^OlljS OaM^at. ^ttiemtw. ±f5t:-p^Lfw 

"^IsCfSll^llft^fUt LT'fjfc-tir'bnTt'fb^^N o. 1. 3. 5^ 6. 9. 14. 18. 

23. 29. 33. 35. 38. 40. 44. 54. 55. 59. 62. 70. 73. 8 

4 {±. m^J&^i&JS. 1 0 0 p p mtr^W 1 0 0 % Ltzo 
[0 10 81 

«Mi mm) 

^^Mit^^ (No. 1) 1 0^. ^yVi-^h tii-^ h) 3 OU. ^fi^i^ 

(M) 5 8UR^^') ^^^^^J^^^>B^2U<7)m^!i^1i^. 7K2 5S|5l:inx.. §,<mtL 
. LtBL^^^MJ^a: I? 1 0-4 0^ <y '>:i03&)fc>tfc L. 4 0-5 0 TCT-^i^ UTfe^J 

[0 10 91 

^^JI^lJ 2 (>^^J) 

0. 2~2mm(7)^Hl*I<^«):#^^^^i-^3|S±CtfjS[9 5S|5=^llI<SS'^l^t^X*tx HI 
teT> ?g[^ffr«iliSiJ i: i: ^> t^^fH^-fk-^^ (No. 1) 5^^mm Li&l^K Ltt>^-^rz^. 
4 0-5 OV-^m^LX!&Mtir^o 
[0 1 1 01 

^^J^J3 (WJ) 

(No. 1) 3 0SB. ^^^i/^sssis. .i^u :r^->^^v>T;v^;i--7:c 

[0 1 1 U 

mmm^ (tK^^j) 

^^^e-^tf (No. 1) 15^. 4^7^- h ('^TK^H^Hf^m'fb'^- ^ 

tJl^^^' v-iioM-^t/ (1 : 5) 8 Otl5. T;i/^;v^>'-ir>x;v*>m"f h V A 2^ 

[0 1121 

»J^J5 (tK^DM^) 

*^0^'fb'^tl (No. 1) 2 0fl5. V i^^:='>:^)l^^>^i-V') ^-^^^3 O^RX/^> h 
:^-r M 5SI5. ^^^^ V->±|&*3 5S|S=&^:S^icS'g-L. 7K.4riHlx.x 0. SmmO;^^' 

[^m±ofijfflBrigttl 

[0 1131 
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mm 
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I 





R^ (±7K*X{iT;v^;i'^^L> 
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#-t [302063961] 



l.^M^^S 2002^11^ IB 

^ Wi V ^ y 4 0 7 S 9 ^y^^^ -i" ' T )l^y h - y h 

•7--t 5 0 



ttSiE#-^ tBiE#2 0 0 4 - 3 0 6 2 9 8 3 



